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AB Aminoazepanones I [Rl = alkanoyl, amino-, alkoxy-, or alkylthioalkanoyl, etc.; 
R2 = H, alkyl, cycloalkyl, cycloalkylalkyl , (thio)acyl, alkylsulf onyl , etc.; 
R3 = H, alkyl, cycloalkyl, cycloalkylalkyl, aryl, etc.; R4 = H, alkyl, 
arylalkyl, etc.] or their pharmaceutically-acceptable salts were prepared as 
protease inhibitors, including cathepsin K, for treating diseases of excessive 
bone loss or cartilage or matrix degradation, gingival disease, arthritis, 
Paget 's disease, hypercalcemia of malignancy, and metabolic bone disease. 
Thus, compound II (Cbz = benzyloxycarbonyl ) was prepared by a multistep 
procedure . 

IT 281216-56-6P 281218-62-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of (acylamino) azepanones as protease inhibitors) 
RN 281216-56-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- (2-benzof uranylcarbonyl ) -N- [ (4R) -hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 281218-62-0 CAPLUS 

CN 2- Pyrrol idinecarboxamide, 1- (2-benzof uranylcarbonyl ) -N- [ (4S) -hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl ] - , (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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AB 4-Aminoazepan-3-one derivs. of formula I [Rl = 3-methylbenzof uran-2- carbonyl, 
benzof uran-2-carbonyl, 5-methoxybenzof uran-2-carbonyl, benzothiophene-2- 
carbonyl, quinoline-2-carbonyl , quinoline-3-carbonyl, thiophene-2-carbonyl , 
thiophene-3-carbonyl, 5-methylthiophene-2-carbonyl, f uran-2-carbonyl , furan-3- 
carbonyl, thieno [ 3, 2-b] thiophene-2-carbonyl ; R2 = L-tert-butylalaninyl , L-2- 
thiophenylalaninyl, L-cyclohexylglycinyl, L-allo-isoleucinyl , 
tetrahydroisoquinoline-3-carbonyl, L-prolinyl, (S) -2-amino-4- 

methanesulf onylbutanoyl, ( S ) -piperidine-2-carbonyl] are prepared which inhibit 
proteases, including cathepsin K. The compds . are useful for treating 
diseases of excessive bone loss or cartilage or matrix degradation, including 
osteoporosis, gingival disease including gingivitis and periodontitis, 



arthritis, more specifically, osteoarthritis and rheumatoid arthritis, Paget 1 s 
disease, hypercalcemia of malignancy, and metabolic bone disease. Thus, II 
was prepared from 4-amino-3-hydroxyazepane-l- carboxylic acid benzyl ester 
hydrochloride, 2-pyridinesulfonyl chloride, Boc-L-tert-butylalanine and 
quinaldic acid. The prepared compds . had Ki values between 2 nM and 1000 nM 
against cathepsin K in inhibition assays. 
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475286-26-1P 475286-27-2P 475286-28-3P 

475286-29-4P 475286-30-7P 475286-31-8P 

475286-32-9P 475286-33-0P 475286-34-1P 

475286-35-2P 475286-36-3P 475286-37-4P 

475286-38-5P 475286-39-6P 475286-40-9P 

475266-41-0P 475286-42-1P 475286-43-2P 

475286-56-7P 475286-57-8P 475286-58-9P 

475286-59-0P 475286-60-3P 475286-61-4P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of aminoazepanone derivs . as protease inhibitors) 
RN 475286-20-5 CAPLUS 

CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1,2,3, 4 -tetrahydro-2- [ ( 3-methyl-2-benzof uranyl ) carbonyl] - 
(9CI) (CA INDEX NAME) 



RN 475286-21-6 CAPLUS 

CN 3-Isoquinolinecarboxamide, 2- (2-benzof uranylcarbonyl ) -N- [hexahydro-3-oxo-l- 
(2-pyridinylsulfonyl) -lH-azepin-4-yl] -1, 2, 3, 4-tetrahydro- (9CI) (CA INDEX 



RN 475286-22-7 CAPLUS 

CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1,2,3, 4 -tetrahydro-2- [ ( 5 -met hoxy- 2-benzof uranyl ) carbonyl] - 
(9CI) (CA INDEX NAME) 
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NAME) 






RN 475286-23-8 CAPLUS 

CN 3-Isoquinolinecarboxamide, 2- (benzo [b] thien-2-ylcarbonyl ) -N- [hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl ] -1, 2, 3, 4 -tetrahydro- (9CI) (CA 
INDEX NAME) 




RN 475286-24-9 CAPLUS 

CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl ) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- ( 2-quinolinylcarbonyl ) - (9CI) (CA INDEX 
NAME) 



0 




RN 475286-25-0 CAPLUS 

CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- ( 3-quinolinylcarbonyl ) - (9CI) (CA INDEX 
NAME) 
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CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- ( 2-thienylcarbonyl ) - (9CI) (CA INDEX 
NAME) 
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CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- ( 3-thienylcarbonyl) - (9CI) (CA INDEX 
NAME) 
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CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- [ ( 5-methyl-2-thienyl ) carbonyl] - (9CI) 
(CA INDEX NAME) 
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CN 3-Isoquinolinecarboxamide, 2- (2-furanylcarbonyl ) -N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4-yl] -1,2, 3, 4-tetrahydro- (9CI) (CA INDEX 
NAME) 
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CN 3-Isoquinolinecarboxamide, 2- ( 3-f uranylcarbonyl ) -N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4 -yl] -1,2, 3, 4-tetrahydro- (9CI) (CA INDEX 
NAME) 
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CN 3-Isoquinolinecarboxamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1, 2, 3, 4-tetrahydro-2- (thieno[3, 2-b] thien-2-ylcarbonyl ) - (9CI) 
(CA INDEX NAME) 
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475286-32-9 CAPLUS 

2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1- [ ( 3-methyl-2-benzof uranyl ) carbonyl] (2S) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 475286-33-0 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- (2-benzof uranylcarbonyl) -N- [hexahydro-3-oxo-l 
(2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 475286-34-1 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1- [ ( 5-methoxy-2-benzof uranyl ) carbonyl ] (2S) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 475286-35-2 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- (benzo [b] thien-2-ylcarbonyl ) -N- [hexahydro-3- 

oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry 




RN 475286-36-3 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl]-l-(2-quinolinylcarbonyl)-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 475286-37-4 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl ) -1H- 
azepin-4-yl] -1- ( 3-quinolinylcarbonyl ) -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 475286-38-5 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl ) -1H- 
azepin-4-yl] -1- (2-thienylcarbonyl) -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 475286-39-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1- ( 3-thienylcarbonyl) -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 475286-40-9 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl) -1H- 
azepin-4-yl] -1- [ (5-methyl-2-thienyl) carbonyl] -, (2S)- (9CI) (CA INDEX 
NAME ) 



Absolute stereochemistry. 




RN 475286-41-0 CAPLUS 

CN 2- Pyrrol idinecarboxamide, 1- ( 2-f uranylcarbonyl ) -N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4-yl ] (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 475286-42-1 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- ( 3-f uranylcarbonyl ) -N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4-yl ] (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 475286-43-2 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -1H- 
azepin-4-yl]-l-(thieno[3 / 2-b] thien-2-ylcarbonyl) -, (2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 475286-56-7 CAPLUS 

CN 2-Piperidinecarboxamide, 1- (2-benzofuranylcarbonyl) -N- [hexahydro-3-oxo-l- 
(2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




CN 2-Piperidinecarboxamide, 1- (benzo [b] thien-2-ylcarbonyl ) -N- [hexahydro-3-oxo- 
1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




CN 2-Piperidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1- [ ( 3-methyl-2-benzof uranyl ) carbonyl ] -, (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 475286-59-0 CAPLUS 

CN 2-Piperidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl] -1- [ ( 5-methoxy-2-benzof uranyl ) carbonyl] -, (2S) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 
CN 



475286-60-3 CAPLUS 

2-Piperidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -1H- 
azepin-4-yl]-l-(2-quinolinylcarbonyl)-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 475286-61-4 CAPLUS 

CN 2-Piperidinecarboxamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -1- ( 3-quinolinylcarbonyl ) -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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AB The title compds . [I; Rl = COCR13NR11R12 , COCR13XR15, COCH2R13; R2 = H, alkyl, 
cycloalkylalkyl, etc.; R3 = H, alkyl, cycloalkylalkyl , etc.; R4 = H, alkyl, 
arylalkyl, etc.; Rll = H, alkyl, arylalkyl, etc.; R12 = H, alkyl, cycloalkyl, 
etc.; R13 = H, alkyl, alkenyl, etc.; R15 = H, alkyl, alkenyl, etc.] which 
inhibit proteases (no data), including cathepsin K, and are useful for 
treating diseases of excessive bone loss or cartilage or matrix degradation 
including osteoporosis, gingival disease including gingivitis and 
periodontitis, arthritis, more specifically, osteoarthritis and rheumatoid 
arthritis, Paget 1 s disease, hypercalcemia of malignancy, and metabolic bone 
disease, were prepared E.g., a multi-step synthesis of compound II was given. 




IT 281216-56-6P 281218-62-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of 4-amino-azepan-3-one protease inhibitors) 

RN 281216-56-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- ( 2-benzof uranylcarbonyl ) -N- [ (4R) -hexahydro-3- 
oxo-l-(2-pyridinylsulfonyl)-lH-azepin-4-yl]-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 281218-62-0 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- ( 2-benzof uranylcarbonyl ) -N- [ (4S) -hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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AB The title compds . [I; Rl = COCR13NR11R12 , COCR13XR15, COCH2R13; R2 = H, alkyl, 
cycloalkylalkyl, etc.; R3 = H, alkyl, cycloalkylalkyl , etc.; R4 = H, alkyl, 
arylalkyl, etc.; Rll = H, alkyl, arylalkyl, etc.; R12 = H, alkyl, cycloalkyl, 
etc.; R13 = H, alkyl, alkenyl, etc.; R15 = H, alkyl, alkenyl, etc.] which 
inhibit proteases (no data) , including cathepsin K, and are useful for 
treating diseases of excessive bone loss or cartilage or matrix degradation 
including osteoporosis, gingival disease including gingivitis and 
periodontitis, arthritis, more specifically, . osteoarthritis and rheumatoid 
arthritis, Paget ' s disease, hypercalcemia of malignancy, and metabolic bone 
disease, were prepared E.g., a multi-step synthesis of compound II was given. 
Compds. I are effective at 0.4-400 mg/kg/day. 
IT 281216-56-6P 281218-62-0P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 4-amino-azepan-3-one protease inhibitors) 
RN 281216-56-6 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- ( 2-benzof uranylcarbonyl ) -N- [ (4R) -hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 281218-62-0 CAPLUS 

CN 2-Pyrrolidinecarboxamide, 1- ( 2-benzof uranylcarbonyl ) -N- [ (4S) -hexahydro-3- 
oxo-1- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Preparation of peptides as cathepsin cysteine protease inhibitors 
Bayly, Christopher; Black, Cameron; Therien, Michel 
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MAR PAT 143:133700 




AB The invention relates to novel leucinamide derivs. I [X is (CRlR2)0-2; Y, Z 
are independently CR1R2, O, S, S02, CO, NH or substituted imino; D, E are 
independently (un) substituted aryl or heteroaryl; n is 0 or 1; Rl, R2 are 
independently H, halo or (un) substituted alkyl; or CR1R2 is a ring; R3 is 
alkyl or alkenyl; R4 is haloalkyl; R5 is H, alkyl, alkoxy, aryl, heteroaryl, 
cycloalkyl, heterocyclyl , OH, acyl, etc.] or their pharmaceutically-acceptable 
salts or stereoisomers, which are cathepsin cysteine protease inhibitors 
useful for treating and preventing cathepsin dependent conditions, e.g., 
osteoporosis, in which inhibition of bone resorption is indicated. Thus, 
peptide II was prepared by coupling of N- [ ( IS ) -1- ( 4-bromophenyl ) -2 , 2 , 2- 
trif luoroethyl] -4-f luoro-L-leucine with (4S, 5R) -4-amino-5-methyldihydrof uran- 
3(2H)-one and [4- (methylthio) phenyl ] boronic acid, followed by S-oxidation 

IT 858945-73-0P 353945-74-1P 858945-75-2P 
858945-76-3P 858945-80-9P 858945-81-0P 
858945-82-1P 858945-83-2P 858945-84-3P 



858945-85-4P 858945-86-5P 858945-87-6P 
858945-88-7P 858945-89-8P 858945-90-1P 
858945-91-2P 858945-92-3P 858945-93-4P 
858945-94-5P 858945-95-6P 858945-96-7P 

858945- 97-8P 858945-98-9P 858945-99-0P 

858946- 00-6P 858946-02-8P 858946-04-0P 
858946-06-2P 858946-08-4P 858946-10-8P 
858946-12-0P 858946-14-2P 858946-16-4P 
858946-36-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of peptides as cathepsin cysteine protease inhibitors) 
RN 858945-73-0 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS ) -2 , 2, 2-trif luoro-1- [ 4 1 - (methyl sulf onyl ) [1, 1 f - 
biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



F Me 




RN 858945-74-1 CAPLUS 

CN Pentanamide, 4-fluoro-N- (hexahydro-3-oxo-lH-azepin-4-yl ) -4-methyl-2- [ [ (IS) - 
2,2, 2-trif luoro-1- [4 1 - (methyl sulf onyl ) [1,1' -biphenyl] -4-yl] ethyl] amino] -, 
(2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



F Me 




RN 858945-75-2 CAPLUS 

CN Cyclopropanecarboxamide, 1- [4 1 - [ ( IS) -2, 2, 2-trif luoro-1- [ [ (IS) -3-fluoro-l- 
[ [ [hexahydro-3-oxo-l- (2-pyridinylsulf onyl) -lH-azepin-4-yl] amino] carbonyl] - 
3-methylbutyl] amino] ethyl] [1, 1' -biphenyl] -4-yl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry 



F Me 




RN 858945-76-3 CAPLUS 

CN Pentanamide, N- [6, 6-dif luorohexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -1H- 
azepin-4-yl] -4-f luoro-4 -methyl-2- [ [ (IS) -2, 2, 2-trif luoro-1- [4 
(methylsulfonyl) [1, 1 ' -biphenyl] -4 -yl ] ethyl] amino]-, (2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-80-9 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-1- (methylsulf onyl ) -3-oxo-lH-azepin-4 - 
yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [4 ' - (methylsulf onyl ) [1,1'- 
biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-81-0 CAPLUS 

CN Pentanamide, 2- [ [ (lS)-l-[4 , -(2 / 2-dif luoro-1 -hydroxyethyl ) [ 1 , 1 1 -biphenyl ] -4- 
yl] -2, 2, 2-trif luoroethyl] amino] -4-fluoro-N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl)-lH-azepin-4-yl]-4-methyl-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



F Me 




RN 858945-82-1 CAPLUS 

CN Pentanamide, 4-f luoro-N- [hexahydro-3-oxo-l- [ (phenylmethyl ) sulfonyl] -1H- 

azepin-4-yl] -4-methyl-2- [ [ (IS) -2, 2, 2-trif luoro-1- [4 1 - (methylsulf onyl ) [1,1'- 
biphenyl] -4-yl] ethyl] amino] (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-83-2 CAPLUS 

CN Pentanamide, 4-f luoro-N- [hexahydro-1- [ ( l-oxido-2-pyridinyl ) sulfonyl] -3-oxo- 
lH-azepin-4-yl]-4-methyl-2-[ [ ( IS) -2, 2, 2-trif luoro-1- [4 1 - 

(methylsulfonyl) [1,1 '-biphenyl] -4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-84-3 CAPLUS 

CN Pentanamide, 2- [ [ ( IS) -1- ( 4-bromophenyl ) -2, 2, 2-trif luoroethyl] amino] -4- 

f luoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl) -lH-azepin-4-yl] -4-methyl- 
, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-85-4 CAPLUS 

CN Pentanamide, 2- [ [ ( IS) -1- [ 3 ■ - (acetylamino) [1, 1 ' -biphenyl] -4-yl] -2, 2, 2- 

trif luoroethyl] amino] -4-f luoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) - 
lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-86-5 CAPLUS 

CN Pentanamide, 2- [ [ (IS) -1- (3 ' -acetyl [1, 1 ' -biphenyl ] -4-yl ) -2, 2, 2- 

trifluoroethyl] amino] -4-f luoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) - 
lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-87-6 CAPLUS 

CN Pentanamide, 4-f luoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl]-4-methyl-2-[ [ ( IS ) -2 , 2 , 2-trif luoro-1- [ 3 ' - (methoxymethyl ) [1, l'- 
biphenyl] -4-yl] ethyl ] amino] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-88-7 CAPLUS 



CN Pentanamide, 4-f luoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [3 ■ - ( trif luoromethoxy) [1,1'- 
biphenyl] -4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-89-8 CAPLUS 

CN Pentanamide, 4-f luoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ (IS) -2, 2, 2-trif luoro-1- [3 1 - (methylthio) [1, 1 1 -biphenyl] - 
4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 



MeS 




RN 858945-90-1 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS ) -2 , 2 , 2-trif luoro-1- [ 3 1 - ( 1-hydroxy-l- 
methylethyl) [ 1, 1 1 -biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-91-2 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 
4-yl]-4-methyl-2-[ [ ( IS ) -2, 2, 2-trif luoro-1- [ 3 1 - (methyl sulf onyl ) [l,l f - 
biphenyl] -4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-92-3 CAPLUS 

CN Pentanamide, 2- [ [ ( IS ) -1- [ 3 1 - (aminosulf onyl ) -4 ' -methoxy [1, 1 1 -biphenyl] -4- 
yl] -2,2, 2-trif luoroethyl] amino] -4-fluoro-N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-93-4 CAPLUS 

CN Pentanamide, 2- [ [ (lS)-l-[4 , -[ (aminosulf onyl ) methyl ] [ 1, 1 ' -biphenyl] -4-yl] - 
2, 2, 2-trif luoroethyl] amino] -4-fluoro-N- [hexahydro-3-oxo-l- (2- 
pyridinylsulfonyl) -lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



PAGE 1-A 

F Me 




RN 858945-94-5 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -IH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [ 4 1 - [2- 

[ (methylsulfonyl) amino] ethyl] [1,1* -biphenyl] -4-yl] ethyl] amino] -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 

F Me 




PAGE 1-B 




RN 858945-95-6 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -IH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [4 ' - [ (2-hydroxy-2- 
methylpropyl) sulfonyl] [ 1, 1 ' -biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 

F Me 




PAGE 1-B 




RN 858945-96-7 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -IH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [4 ' - ( 2-hydroxy-2- 
methylpropyl) [1, 1 1 -biphenyl] -4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 



F Me 




RN 858945-97-8 CAPLUS 

CN Pentanamide, 2- [ [ (IS) -1- [4 *- [ [ (1, 1-dimethylethyl ) amino] sulf onyl ] [ 1 , 1 ' - 

biphenyl] -4-yl] -2,2, 2-trif luoroethyl ] amino] -4-f luoro-N- [hexahydro-3-oxo-l- 
(2-pyridinylsulfonyl) -lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-98-9 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2-[ [ ( IS) -2 , 2 , 2-trif luoro-1- ( 3 1 -hydroxy [ 1 , 1 1 -biphenyl] -4- 
yl) ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858945-99-0 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS ) -2, 2, 2-trif luoro-1- [ 3 1 - ( lH-pyrazol-l-yl ) [1, 1'- 



biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 




RN 858946-00-6 CAPLUS 

CN Pentanamide, 2- [ [ ( IS) -1- [1, 1 ' -biphenyl] -4-yl-2, 2 , 2-trif luoroethyl] amino] -4- 
f luoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 4 -yl] -4-methyl- 
, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-02-8 CAPLUS 

CN Pentanamide, 2- [ [ ( IS ) -1- [ 3 1 - (aminosulf onyl ) [1, 1 1 -biphenyl] -4-yl] -2, 2, 2- 

trif luoroethyl] amino] -4 -f luoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) - 
lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-04-0 CAPLUS 

CN Cyclopropanecarboxamide, N- (methylsulf onyl ) -1- [4 1 - [ ( IS) -2, 2, 2-trif luoro-1- 



[ [ (IS) -3-fluoro-l- [ [ [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin-4 - 
yl] amino] carbonyl] -3-methylbutyl] amino] ethyl] [1, 1 1 -biphenyl] -4-yl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 

F Me 




RN 858946-06-2 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS ) -2 , 2 , 2-trif luoro-1- [ 2 1 - ( lH-pyrrol-l- 
ylsulf onyl ) [ 1, 1 ' -biphenyl] -4-yl] ethyl] amino] (2S)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-08-4 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 



4-yl] -4-methyl-2- [ [ ( IS) -2 , 2 , 2-trif luoro-1- [2 1 - (methylthio) [1,1' -biphenyl] - 
4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-10-8 CAPLUS 

CN Pentanamide, 2- [[ (IS) -1- (2 1 -acetyl [1, 1 1 -biphenyl] -4-yl ) -2, 2 , 2- 

trif luoroethyl] amino] -4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) - 
lH-azepin-4-yl] -4-methyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-12-0 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [2 1 - (methoxymethyl ) [1,1'- 
biphenyl] -4-yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-14-2 CAPLUS 

CN Pentanamide, 4-f luoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS ) -2 , 2 , 2-trif luoro-l-phenylethyl ] amino] - , (2S) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



Ph 




RN 858946-16-4 CAPLUS 

CN Pentanamide, 4-fluoro-N- [hexahydro-3-oxo-l- (2-pyridinylsulf onyl ) -lH-azepin- 
4-yl] -4-methyl-2- [ [ ( IS) -2, 2 , 2-trif luoro-1- [ 2 1 - (methyl sulf onyl ) [1, 1'- 
biphenyl] -4-yl] ethyl] amino] -, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



F Me 




RN 858946-36-8 CAPLUS 

CN lH-Azepine-l-carboxylic acid, 4- [ [ (2S) -4-f luoro-4-methyl-l-oxo-2- [ [ (IS) - 
2, 2, 2-trif luoro-1- [4 ' - (methylsulf onyl ) [1, 1 1 -biphenyl] -4- 

yl] ethyl] amino] pentyl] amino] hexahydro-3-oxo-, ethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



F Me 
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H R4 R 1 CF3 Bu-i 




I II 



AB The invention relates to compds . I which are cysteine protease inhibitors, 

including but not limited to inhibitors of cathepsins K, L, S and B, and are 
useful for treating diseases in which inhibition of bone resorption is 
indicated, e.g., osteoporosis, osteoarthritis and rheumatoid arthritis. Thus, 
a mixture of L-leucine Me ester hydrochloride, 2,2,2- trif luoroacetophenone, 
diisopropylethylamine and TiC14 in CH2C12 was stirred overnight, addnl . TiC14 
added, and the mixture stirred an addnl. 3 h. A solution of NaCNBH3 in MeOH 
was added and the mixture stirred 2 h to afford Me N- (2, 2 , 2-trif luoro-1- 
phenylethyl ) -L-leucinate . Saponification of the ester and reaction with 
aminoacetonitrile hydrochloride in DMF in the presence of PyBOP and Et3N 
yielded L-leucinamide derivative II. 

IT 678982-29-1P 847361-59-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of amino acid derivs. as cathepsin inhibitors) 
RN 678982-29-1 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin-4-yl] -4- 
methyl-2- [ [ (IS) -2, 2, 2-trif luoro-1- [ 4 ' - (methylsulf onyl ) [1,1' -biphenyl] -4- 
yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 847361-59-5 CAPLUS 

CN lH-Azepine-l-carboxylic acid, hexahydro-4 - [ [ (2S) -4 -methyl-l-oxo-2- [ [ (IS) ■ 
2, 2, 2-trif luoro-1- [4 ' - (methylsulf onyl ) [1, 1 ' -biphenyl] -4- 

yl] ethyl] amino] pentyl] amino] -3-oxo-, phenylmethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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MAR PAT 140:321727 




tf /V b II 

AB The invention relates to azepinones I [Rl is H, alkyl, a sulfonyl or acyl 

group, arylalkyl; R2 is H or ( cyclo) alkyl ; R3 is H, alk(en)yl, haloalk (en) yl 
or cycloalk (en) yl; or R3R4C is (un) substituted (hetero) cycloalk (en) yl; R5 is 
H, alkyl or haloalkyl; R6 is haloalkyl, (un) substituted (hetero) aryl or 
(hetero) arylalkyl; R7 is H, alk (en) ( yn) yl , alkoxy, halo, nitro, cyano, 
(hetero) aryl, carboxy, etc.; D is (un) substituted alk(en)ylene or 
(hetero) arylene; n is 0-3] or their pharmaceutically-acceptable salts, 
stereoisomers and N-oxides which are cysteine protease inhibitors, in 



particular, inhibitors of cathepsins K, L, S and B. These compds . are useful 
for treating diseases, e.g., osteoporosis, in which inhibition of bone 
resorption is indicated. Thus, aminoazepanone peptide II was prepared by a 
multistep procedure starting with reaction of silyl-protected L-leucinol with 
trif luoroacetaldehyde Me hemiacetal. 
IT 678982-29-1P 

RL: PAC {Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of aminoazepanone peptides as cathepsin K inhibitors for 
treatment of osteoporosis) 
RN 678982-29-1 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- (2-pyridinylsulfonyl) -lH-azepin-4-yl] -4- 
methyl-2- [ [ ( IS) -2, 2, 2-trif luoro-1- [4 ' - (methylsulf onyl ) [1,1' -biphenyl ] -4- 
yl] ethyl] amino]-, (2S)- (9CI) (CA INDEX NAME) 
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AB Aminoazepanones I [Rl = alkanoyl, amino-, alkoxy-, or alkylthioalkanoyl, etc.; 
R2 = H, alkyl, cycloalkyl, cycloalkylalkyl, (thio)acyl, alkylsulf onyl, etc.; 
R3 = H, alkyl, cycloalkyl, cycloalkylalkyl, aryl, etc.; R4 = H, alkyl, 
arylalkyl, etc.] or their pharmaceutically-acceptable salts were prepared as 
protease inhibitors, including cathepsin K, for treating diseases of excessive 
bone loss or cartilage or matrix degradation, gingival disease, arthritis, 
Paget f s disease, hypercalcemia of malignancy, and metabolic bone disease. 
Thus, compound II (Cbz = benzyloxycarbonyl ) was prepared by a multistep 
procedure . 

IT 281214-87-7P 281214-94-6P 281214-95-7P 
281214-99-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of (acylamino) azepanones as protease inhibitors) 
RN 281214-87-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- (2-pyridinyl) phenyl] acetyl] -1H- 

azepin-4-yl] -4-methyl-2- [ (2-naphthalenylmethyl ) amino] -, (2S) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 281214-94-6 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin-4 -yl ] -4- 
methyl-2- [methyl (2-naphthalenylmethyl) amino]-, (2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 281214-95-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- (2-pyridinyl) phenyl] acetyl] -1H- 

azepin-4-yl] -4-methyl-2- [methyl (2-naphthalenylmethyl) amino] -, (2S) - ( 9CI) 
(CA INDEX NAME) 



Absolute stereochemistry 




RN 281214-99-1 CAPLUS 

CN lH-Azepine-l-carboxylic acid, hexahydro-4- [ [ (2S) -4-methyl-2- 

[ (methylsulf onyl) (2-naphthalenylmethyl ) amino] -1-oxopentyl] amino] -3-oxo-, 
phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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AB The title compds . [I; Rl = COCR13NR11R12, COCR13XR15, COCH2R13; R2 = H, alkyl, 
cycloalkylalkyl, etc.; R3 = H, alkyl, cycloalkylalkyl, etc.; R4 = H, alkyl, 
arylalkyl, etc.; Rll = H, alkyl, arylalkyl, etc.; R12 = H, alkyl, cycloalkyl, 
etc.; R13 = H, alkyl, alkenyl, etc.; R15 = H, alkyl, alkenyl, etc.] which 
inhibit proteases (no data), including cathepsin K, and are useful for 
treating diseases of excessive bone loss or cartilage or matrix degradation 
including osteoporosis, gingival disease including gingivitis and 
periodontitis, arthritis, more specifically, osteoarthritis and rheumatoid 
arthritis, Paget 1 s disease, hypercalcemia of malignancy, and metabolic bone 
disease, were prepared E.g., a multi-step synthesis of compound II was given. 



IT 281214-87-7P 281214-94-6P 231214-95-7P 
281214-99-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) (preparation of 4-amino-azepan-3-one protease inhibitors) 
RN 281214-87-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- (2-pyridinyl) phenyl] acetyl ] -1H- 

azepin-4-yl] -4 -methyl-2- [ ( 2-naphthalenylmethyl ) amino] (2S) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry . 




RN 281214-94-6 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin-4-yl ] -4- 
methyl-2- [methyl (2-naphthalenylmethyl) amino]-, (2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 281214-95-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- (2-pyridinyl ) phenyl] acetyl] -1H- 

azepin-4-yl] -4-methyl-2- [methyl (2-naphthalenylmethyl) amino] -, (2S) - (9CI) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 281214-99-1 CAPLUS 

CN lH-Azepine-l-carboxylic acid, hexahydro-4- [ [ (2S) -4-methyl-2- 

[ (methylsulf onyl) (2-naphthalenylmethyl) amino] -1-oxopentyl] amino] -3-oxo-, 
phenylmethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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AB The title compds . [I; Rl = COCR13NR11R12, COCR13XR15, COCH2R13; R2 = H, alkyl, 
cycloalkylalkyl, etc.; R3 = H, alkyl, cycloalkylalkyl, etc.; R4 = H, alkyl, 
arylalkyl, etc.; Rll = H, alkyl, arylalkyl, etc.; R12 - H, alkyl, cycloalkyl, 
etc.; R13 = H, alkyl, alkenyl, etc.; R15 = H, alkyl, alkenyl, etc.] which 
inhibit proteases (no data), including cathepsin K, and are useful for 
treating diseases of excessive bone loss or cartilage or matrix degradation 
including osteoporosis, gingival disease including gingivitis and 
periodontitis, arthritis, more specifically, osteoarthritis and rheumatoid 
arthritis, Paget 1 s disease, hypercalcemia of malignancy, and metabolic bone 
disease, were prepared E.g., a multi-step synthesis of compound II was given. 
Compds. I are effective at 0.4-400 mg/kg/day. 

IT 281214-87-7P 281214-94-6P 281214-95-7P 
281214-99-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of 4 -amino-azepan-3-one protease inhibitors) 
RN 281214-87-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- ( 2-pyridinyl ) phenyl ] acetyl ] -1H- 

azepin-4-yl] -4-methyl-2- [ (2-naphthalenylmethyl ) amino] -, (2S) - (9CI) (CA 
INDEX NAME) 



Absolute stereochemistry. 




RN 281214-94-6 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- ( 2-pyridinylsulf onyl ) -lH-azepin-4-yl] -4- 
methyl-2- [methyl (2-naphthalenylmethyl) amino] -, (2S)- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 




RN 281214-95-7 CAPLUS 

CN Pentanamide, N- [hexahydro-3-oxo-l- [ [3- (2-pyridinyl) phenyl] acetyl] -1H- 

azepin-4-yl] -4-methyl-2- [methyl (2-naphthalenylmethyl ) amino] -, (2S) - ( 9CI ) 
(CA INDEX NAME) 



Absolute stereochemistry. 




RN 281214-99-1 CAPLUS 

CN lH-Azepine-l-carboxylic acid, hexahydro-4- [ [ ( 2S ) -4-methyl-2- 

[ (methylsulfonyl) (2-naphthalenylmethyl ) amino] -1-oxopentyl] amino] -3-oxo-, 
phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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